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-> fil reg 

FILE 1 REGISTRY ' ENTERED AT 15:55:37 ON 25 JUL 2004 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT . 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2 004 American Chemical 'Society (ACS) 

Property values tagged with IC are from trie ZIC/VINITI data file 
provided by InfoChem. 

STRUCTURE FILE UPDATES: 23 JUL 2004 HIGHEST RN 715654-51-6 
DICTIONARY FILE UPDATES: 23 JUL 2004 HIGHEST RN 715654-51-6 

TSCA INFORMATION NOW CURRENT THROUGH JANUARY 6, 2 004 

Please note that search-term pricing does apply when 
conducting SmartSELECT searches. 

Crossover limits have been increased. See HELP CROSSOVER for details. 

Experimental and calculated property data are now available. For more 
information enter HELP PROP at an arrow prompt in the file or refer 
to the file summary sheet on the web at: 
http : //www . cas . org/ONLINE/DBSS/registryss . html 

=> d sta que 17 

L5 STR 

16 

0 G3 21 



1 



2 7 : || 9 13 J 

X % 3 ^NH^C— 10 

C C 8 / C C 

i i is ch2 i ! 

a .c A / a .c 

5 19 14 



VAR G3=OH/NH2 
NODE ATTRIBUTES: 
DEFAULT MLEVEL IS ATOM 
DEFAULT ECLEVEL IS LIMITED 

GRAPH ATTRIBUTES: 

RING(S) ARE ISOLATED OR EMBEDDED 
NUMBER OF NODES IS 19 

STEREO ATTRIBUTES: NONE 

L7 5 SEA FILE=REGISTRY SSS FUL L5 

100.0% PROCESSED 4979 ITERATIONS 5 ANSWERS 

SEARCH TIME: 00.00.01 



=> d ide can tot 17 

L7 ANSWER 1 OF 5 REGISTRY COPYRIGHT 2 004 ACS on STN 
RN 653603-99-7 REGISTRY 

CN 3-Pyridinepropanamide, a- [5- (aminoiminomethyl) -2-hydroxyphenyl] -N- [4- 
(1-pyrrolidinylcarbonyl) -3- (trif luoromethyl) phenyl] - (9CI) (CA INDEX 
NAME) 

FS 3D CONCORD 
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MF C27 H26 F3 N5 03 
CI COM 
SR CA 

LC STN Files: CA, CAPLUS, US PAT FULL 
DT.CA CAplus document type: Patent- 

RL.P Roles from patents : BIOL (Biological study); PREP (Preparation); USES 
(Uses) 



PAGE 1-A 




PAGE 2 -A 




** PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 

1 REFERENCES IN FILE CA (1907 TO DATE) 

1 REFERENCES IN FILE CAPLUS (1907 TO DATE) 

REFERENCE 1: 140:146146 

L7 ANSWER 2 OF 5 ' REGISTRY COPYRIGHT 2004 ACS on STN 
RN 653603-98-6 REGISTRY 

CN Benzenepropanamide, a- [5- ( amino iminomethyl) -2 -hydroxyphenyl] -N- [4- (1- 

pyrrolidinylcarbonyl) -3- (trif luoromethyl) phenyl] - (9CI) (CA INDEX NAME) 
FS 3D CONCORD 
MF C28 H27 F3 N4 03 
CI COM 
SR CA 

LC STN Files: CA, CAPLUS, US PAT FULL 
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DT.CA CAplus document type: Patent 

RL.P Roles from patents: BIOL (Biological study); PREP (Preparation); USES 
(Uses) 
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**PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 

1 REFERENCES IN FILE CA (1907 TO DATE) 

1 REFERENCES IN FILE CAPLUS (1907 TO DATE) 

REFERENCE 1: 140:146146 

L7 ANSWER 3 OF 5 REGISTRY COPYRIGHT 2 004 ACS on STN 
RN 653603-96-4 REGISTRY 

CN Benzenepropanamide, a- [5- (aminomethyl) -2 -hydroxyphenyl] -N- [4- (1- 

pyrrolidinylcarbonyl) -3- (trif luoromethyl) phenyl] - (9CI) (CA INDEX NAME) 
FS 3D CONCORD 
MF C28 H28 F3 N3 03 
SR CA 

LC STN Files: CA, CAPLUS, USPATFULL 
DT.CA CAplus document type: Patent 

RL.P Roles from patents: BIOL (Biological study); PREP (Preparation); USES 
(Uses) 
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CH-CH2— Ph 



C=0 



NH 




**PROPERTY DATA AVAILABLE IN THE ' PROP ' FORMAT** 

1 REFERENCES IN FILE CA (1907 TO DATE) 

1 REFERENCES IN FILE CAPLUS (1907 TO DATE) 

REFERENCE 1: 140:146146 

L7 ANSWER 4 OF 5 REGISTRY COPYRIGHT 2004 ACS on STN 
RN 653603-94-2 REGISTRY 

CN 3-Pyridinepropanamide, a- [5- (aminoiminomethyl) -2-hydroxyphenyl] -N- [4- 
(1 -pyrrol idinylcarbonyl) -3- (trif luoromethyl) phenyl] -, dihydrochloride 
(9CI) (CA INDEX NAME) 

MF C27 H26 F3 N5 03 . 2 CI H 

SR CA 

LC STN Files: CA, CAPLUS, USPATFULL 
DT.CA CAplus document type: Patent 

RL.P Roles from patents : BIOL (Biological study); PREP (Preparation); USES 

(Uses) 
CRN (653603-99-7) 
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#2 HC1 

1 REFERENCES IN FILE CA (1907 TO DATE) 

1 REFERENCES IN FILE CAPLUS (1907 TO DATE) 

REFERENCE 1: 140:146146 

L7 ANSWER 5 OF 5 REGISTRY COPYRIGHT 2004 ACS on STN 
RN 653603-90-8 REGISTRY 

CN Benzenepropanamide, a- [5- ( amino i mi nome thy 1) -2-hydroxyphenyl] -N- [4- (1- 

pyrrolidinylcarbonyl) -3- (trif luoromethyl) phenyl] monohydrochloride (9CI) 
(CA INDEX NAME) 

MF C28 H27 F3 N4 03 . CI H 

SR CA 

LC STN Files: CA, CAPLUS, US PAT FULL 
DT.CA CAplus document type: Patent 

RL.P Roles from patents: BIOL (Biological study); PREP (Preparation)/ USES 

(Uses) 
CRN (653603-98-6) 



kumar - 10 / 624144 



Page 6 
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O 



HC1 



1 REFERENCES IN FILE CA (1907 TO DATE) 

1 REFERENCES IN FILE CAPLUS (1907 TO DATE) 



REFERENCE 1: 140:146146 



=> d his 

(FILE ' HOME ' ENTERED AT 15:39:16 ON 25 JUL 2004) 
SET COST OFF 

FILE 'REGISTRY' ENTERED AT 15:39:26 ON 25 JUL 2 004 
LI STR 
L2 0 S LI 

L3 STR LI 

L4 0 S L3 

L5 STR L3 

L6 0 S L5 

L7 5 S L5 FUL 

SAV TEMP L7 KUMAR466/A 
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FILE ' HCAOLD ' ENTERED AT 15:51:16 ON 25 JUL 2004 



T O 

Lo 


0 


S 


L7 




FILE 'HCAPLUS' ENTERED AT 15:51:18 ON 25 JUL 2004 


L9 


1 


b 


T *7 


T 1 f\ 


1 


s 


US20040054213/PN OR (US2 003 -466878# OR WO2002 -US3049 OR US200 






E 


GARCIA M/AU 


TIT 


526 


S 


E3,E62-E74 






E 


GARCIA MARIA/ AU 


L12 


191 


S 


E3,E48-E57 






E 


GACZOROWSKI G/AU 






E 


KACZOROWSKI G/AU 


T i n 
L13 


157 


S 


E3-E7 






E 


GAO Y/AU 


L14 


721 


S 


E3,E6 






E 


GAO YING/AU 


L15 


232 


S 


E3,E6 


L16 


2 


S 


E2 6 






SEL RN L10 




FILE 1 REGISTRY ' ENTERED AT 15:53:51 ON 25 JUL 2004 


L17 


27 


S 


E1-E27 


L18 


10 


S 


L17 AND NR>=2 



FILE 'US PAT FULL, USPAT2 » ENTERED AT 15:55:20 ON 25 JUL 2004 
L19 1 S L7 

FILE 1 REGISTRY 1 ENTERED AT 15:55:37 ON 25 JUL 2004 

=> fil uspatall 

FILE ' USPATFULL ' ENTERED AT 15:56:36 ON 25 JUL 2004 

CA INDEXING COPYRIGHT (C) 2004 AMERICAN CHEMICAL SOCIETY (ACS) 

FILE »USPAT2' ENTERED AT 15:56:36 ON 25 JUL 2004 

CA INDEXING COPYRIGHT (C) 2004 AMERICAN CHEMICAL SOCIETY (ACS) 



=> d 119 bib abs hitstr 

LI 9 ANSWER 1 OF 1 USPATFULL on STN 
AN 2004:101859 USPATFULL 

TI New carboxylic acid amides, the preparation thereof and their use as 
pharmaceutical compositions 

IN Ries, Uwe, Biberach, GERMANY, FEDERAL REPUBLIC OF 

Priepke, Henning, Warthausen, GERMANY, FEDERAL REPUBLIC OF 
Wienen, Wolfgang, Bieberach/Rissegg, GERMANY, FEDERAL REPUBLIC OF 
Nar, Herbert, Ochsenhausen, GERMANY, FEDERAL REPUBLIC OF 
Handschuh, Sandra, Biberach, GERMANY, FEDERAL REPUBLIC OF 

PA Boehringer Ingelheim Pharma GmbH & Co. KG, Ingelheim, GERMANY, FEDERAL 
REPUBLIC OF, 55216 (non-U. S. corporation) 

PI US 2004077729 Al 20040422 

AI US 2003-624144 Al 20030721 (10) 

PRAI DE 2002-10234057 20020726 

US 2002-404430P 20020819 (60) 

DT Utility 

FS APPLICATION 

LREP BOEHRINGER INGELHEIM CORPORATION, 900 RIDGEBURY ROAD, P. O. BOX 368, 

RIDGEFIELD, CT, 06877 
CLMN Number of Claims : 6 
ECL Exemplary Claim: 1 
DRWN No Drawings 
LN.CNT 987 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
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AB 



Carboxylic acid amides of general formula ##STR1## 



possessing antithrombotic activity and a factor Xa-inhibiting activity. 
Exemplary are : 

(a) 2- ( 5 -amidino- 2 -hydroxy -phenyl) -N- [3 -trif luoromethyl-4 - (pyrrolidin- 1 - 
yl - carbonyl ) phenyl ] - 3 -phenyl -propionamide , 

(b) 2- (5 -amidino -2 -hydroxy -phenyl) -N- [3 -trif luoromethyl-4 - (pyrrolidin- 1- 
yl-carbonyl) -phenyl] -3- (pyridin-3 -yl) -propionamide, and 

(c) 2- ( 5 -aminomethyl- 2 -hydroxy -phenyl) -N- [3 -trif luoromethyl-4 - 
(pyrrolidin-l-yl-carbonyl) -phenyl] -3 -phenyl -propionamide, 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
IT 653603-90-8P 653603-94-2P 653603-96-4P 
653603-98-6P 653603-99-7P 



(preparation of (phenyl) [ (pyrrol idinylcarbonyl) phenyl] propanamides as factor 
Xa inhibitors) 



RN 653603-90-8 USPATFULL 

CN Benzenepropanamide, a- [5- (aminoiminomethyl) -2 -hydroxyphenyl] -N- [4- (1- 
pyrrol idinylcarbonyl) -3- (trif luoromethyl) phenyl] -, monohydrochloride 
(9CI) (CA INDEX NAME) 



PAGE 1-A 




CH- CH 2 -Ph 



C=0 



NH 



F 3 C' 




C 



O 
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• HC1 

653603-94-2 US PAT FULL 

3 -Pyridinepropanamide, a- [5- (aminoiminomethyl) -2 -hydroxyphenyl] -N- [4- 
(1-pyrrolidinylcarbonyl) -3- { trif luoromethyl) phenyl] -, dihydrochloride 
(9CI) (CA INDEX NAME) 



PAGE 1-A 




C=0 



PAGE 2 -A 




#2 HC1 

653603-96-4 US PAT FULL 

Benzenepropanamide, a- [5- (aminomethyl) -2 -hydroxyphenyl] -N- [4- (1- 

pyrrolidinylcarbonyl) -3- (trif luoromethyl) phenyl] - (9CI) (CA INDEX NAME) 
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CH- CH 2 — Ph 
C=0 

I 

NH 




C=0 



RN 653603-98-6 US PAT FULL 

CN Benzenepropanamide , a- [5- (aminoiminomethyl) -2-hydroxyphenyl] -N- [4- (1- 

pyrrolidinylcarbonyl) -3- (trif luoromethyl) phenyl] - (9CI) (CA INDEX NAME) 



PAGE l-A 



II 




CH- CH2~Ph 

c=o 



NH 
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RN 653603-99-7 US PAT FULL 

CN 3-Pyridinepropanamide, a- [5- (aminoiminomethyl) -2 -hydroxyphenyl] -N- [4- 

(1-pyrrolidinylcarbonyl) -3- ( trifluorome thy 1) phenyl] - (9CI) (CA INDEX 
NAME) 



PAGE 1-A 



II 




PAGE 2 -A 



=> fil hcaplus 

FILE 'HCAPLUS' ENTERED AT 15:56:48 ON 25 JUL 2004 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2004 AMERICAN CHEMICAL SOCIETY (ACS) 



Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
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26, 1996), unless otherwise indicated in the original publications. 
The CA Lexicon is the copyrighted intellectual property of the 
the American Chemical Society and is provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 

FILE COVERS 1907 - 25 Jul 2004 VOL 141 ISS 5 
FILE LAST UPDATED: 23 Jul 2004 (2 0 04 072 3/ED) 



This file contains CAS Registry Numbers for easy and accurate 
substance identification. 



=> d all hitstr 19 



L9 ANSWER 1 OF 1 HCAPLUS COPYRIGHT 2 004 ACS on STN 
AN 2004:95332 HCAPLUS 
DN 140:146146 

ED Entered STN: 05 Feb 2 004 

TI Preparation of 2 -phenyl -N- [4 - (pyrrolidin- 1-ylcarbonyl) phenyl] propanamides 

as factor Xa inhibitors 
IN Priepke, Henning; Ries, Uwe; Nar, Herbert; Handschuh, Sandra; Wienen, 

Wolfgang 

PA Boehringer Ingelheim Pharma G.m.b.H. & Co. K.-G., Germany 
SO Ger. Of fen. , 19 pp. 

CODEN: GWXXBX 
DT Patent 
LA German 
IC ICM C07C237-20 

ICS A61K031-4184; A61K031-517; C07D207-00; C07D295-0Q; C07D213-04; 
C07D213-16; C07D213-44; C07B043-06; C07C231-00 
CC 28-10 (Heterocyclic Compounds (More Than One Hetero Atom)) 

Section cross-reference (s) : 1, 63 
FAN.CNT 1 

PATENT NO. KIND DATE APPLICATION NO. DATE 



PI DE 10234057 Al 20040205 

WO 2004013115 A2 20040212 

WO 2004013115 A3 20040408 



W: 


AE, 


AG, 


AL, 


AM, 


AT, 


AU, 


AZ, 




CO, 


CR, 


CU, 


CZ, 


DE, 


DK, 


DM, 




GM, 


HR, 


HU, 


ID, 


IL, 


IN, 


IS, 




LS, 


LT, 


LU, 


LV, 


MA, 


MD, 


MG, 




PG, 


PH, 


PL, 


PT, 


RO, 


RU, 


SC, 




TR, 


TT, 


TZ, 


UA, 


UG, 


US, 


UZ, 




KG, 


KZ, 


MD, 


RU 








RW: 


GH, 


GM, 


KE, 


LS, 


MW, 


MZ, 


SD, 




CH, 


CY, 


CZ, 


DE, 


DK, 


EE, 


ES, 




NL, 


PT, 


RO, 


SE, 


SI, 


SK, 


TR, 




GW, 


ML, 


MR, 


NE, 


SN, 


TD, 


TG 



US 2004077729 Al 20040422 

PRAI DE 2002-10234057 A 20020726 

US 2002-404430P P 20020819 
OS MARPAT 140:146146 
GI 



DE 2002-10234057 20020726 
WO 2003-EP7928 20030721 



BA, 


BB, 


BG, 


BR, 


BY, 


BZ, 


CA, 


CH, 


CN, 


DZ, 


EC, 


EE, 


ES, 


FI, 


GB, 


GD, 


GE, 


GH, 


JP, 


KE, 


KG, 


KP, 


KR, 


KZ, 


LC, 


LK, 


LR, 


MK, 


MN, 


MW, 


MX, 


MZ, 


NI, 


NO, 


NZ, 


OM, 


SD, 


SE, 


SG, 


SK, 


SL, 


SY, 


TJ, 


TM, 


TN, 


vc, 


VN, 


YU, 


ZA, 


ZM, 


ZW, 


AM, 


AZ, 


BY, 


SL, 


SZ, 


TZ, 


UG, 


ZM, 


ZW, 


AT, 


BE, 


BG, 


FI, 


FR, 


GB, 


GR, 


HU, 


IE, 


IT, 


LU, 


MC, 


BF, 


BJ, 


CF, 


CG, 


CI, 


CM, 


GA, 


GN, 


GQ, 



US 2003-624144 20030721 
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AB Title compound [I; Rl = (substituted) (NH- interrupted) C3-7 

cycloalkylcarbonyl , phenyl carbonyl , naphthylcarbonyl , heteroarylcarbonyl , 
etc.; R2 = F, CI, Br, (f luorinated) alkenyl, alkoxy, alkyl; R3 = OH, 
amino; R4 = (substituted) Ph, heteroaryl, etc.; R5 = CH2NHR6, C(:NH)NH2, 
etc; R6 = H, alkoxycarbonyl , etc.], were prepared Thus, 
2- (5-amidino-2-benzyloxyphenyl) -N- [3 -trif luoromethyl-4 - (pyrrolidin-1 - 
ylcarbonyl) phenyl] -3- (pyridin- 3 -yl) propionamide dihydrochloride in MeOH 
was hydrogenated with H2 in the presence of Pd/activated C to give 66% 
2- (5-amidino-hydroxyphenyl) -N- [3 -trif luoromethyl-4 - (pyrrol idin-1- 
ylcarbonyl) phenyl] -3- (pyridin- 3 -yl) propionamide dihydrochloride. The 
latter inhibited factor Xa with IC50 = 0.007 uM. 

ST phenylpyrrolidinylcarbonylphenylpropanamide prepn factor Xa inhibitor; 
propanamide pyrrol idinylcarbonylphenyl phenyl prepn anticoagulant 

IT Anticoagulants 
Human 

(preparation of (phenyl) [ (pyrrol idinylcarbonyl) phenyl ] propanamides as factor 
Xa inhibitors) 
IT Thrombosis 

(treatment; preparation of (phenyl) [ (pyrrol idinylcarbonyl) phenyl] propanamide 
s as factor Xa inhibitors) 
IT 9002-05-5, Factor Xa 

RL: BSU (Biological study, unclassified); BIOL (Biological study) 

(inhibitors; preparation of (phenyl) [ (pyrrol idinylcarbonyl) phenyl] propanamid 
es as factor Xa inhibitors) 
IT 653603-90-8P 653603-94-2P 653603-96-4P 
653603-98-6P 653603-99-7P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(preparation of (phenyl) [ (pyrrolidinylcarbonyl) phenyl] propanamides as factor 
Xa inhibitors) 

IT 100-39-0, Benzyl bromide 121-01-7, 2 -Amino-5-nitrobenzotrif luoride 
123-75-1, Pyrrolidine, reactions 446305-72-2 653603-95-3 
RL: RCT (Reactant) ; RACT (Reactant or reagent) 

(preparation of (phenyl) [ (pyrrolidinylcarbonyl) phenyl] propanamides as factor 
Xa inhibitors) 

IT 320-37-6P 320-47-8P 446305-77-7P 446305-78-8P 651045 - 13 -5P, 
2- (2-Benzyloxy-5-cyanophenyl) -3-phenylpropionic acid methyl ester 
651045-14-6P 653603-91-9P 653603-92-0P 653603-93-1P 653603-97-5P 
RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of .(phenyl) [ (pyrrolidinylcarbonyl) phenyl] propanamides as factor 
Xa inhibitors) 
IT 653603-90-8P 653603-94-2P 653603-96-4P 
653603-98-6P 653603-99-7P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(preparation of (phenyl) t (pyrrolidinylcarbonyl) phenyl] propanamides as factor 
Xa inhibitors) 
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RN 653603-90-8 HCAPLUS 

CN Benzenepropanamide, a- [5- (aminoiminomethyl) -2 -hydroxyphenyl] -N- [4- (1- 

pyrrolidinylcarbonyl) -3- ( tr if luorome thy 1) phenyl] -, monohydrochloride (9CI) 
(CA INDEX NAME) 



PAGE 1-A 




F 3 C 



PAGE 2 -A 



HC1 



RN 653603-94-2 HCAPLUS 

CN 3-Pyridinepropanamide, a- [5- (aminoiminomethyl) -2 -hydroxyphenyl] -N- [4- 
(1-pyrrolidinylcarbonyl) -3- (trif luoromethyl) phenyl] dihydrochloride 
(9CI) (CA INDEX NAME) 
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PAGE 1-A 

NH 




C=0 



PAGE 2 -A 




• 2 HC1 

RN 653603-96-4 HCAPLUS 

CN Benzenepropanamide, a- [5- (aminomethyl) -2-hydroxyphenyl] -N- [4- (1- 

pyrrolidinylcarbonyl) -3- (trif luoromethyl) phenyl] - (9CI) (CA INDEX NAME) 
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HO 



CH 2 -NH 2 



CH- CH2 — Ph 




C=0 



NH 



F3C 




RN 653603-98-6 HCAPLUS 

CN Benzenepropanamide, a- [5- { amino iminome thy 1) -2 -hydroxyphenyl] -N- [4- (1- 

pyrrolidinylcarbonyl) -3- (trif luoromethyl) phenyl] - (9CI) (CA INDEX NAME) 



HO 



NH 

II 

C-NH 2 



CH- CH 2 -Ph 

I 

c=o 




PAGE 1-A 



NH 



F3C 




c=o 
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6 ■ . 

RN 653603-99-7 HCAPLUS 

CN 3-Pyridinepropanamide, a- [5- (aminoiminomethyl) -2 -hydroxyphenyl] -N- [4- 
(1-pyrrolidinylcarbonyl) -3- (trif luoromethyl) phenyl] - (9CI) (CA INDEX 
NAME) 



PAGE 1-A 




C=0 



6 



PAGE 2 -A 



